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T L C : R f 0.79 (^f-^ : gj-g&x^vU-= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J - 8.1Hz, 2H), 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) 0 

1112 (1 2 5) 

10 8- (N-7°n tVl^-N- (ff7tKD77y-2-^;V) ^f^7?/) 
-2-^f"/V-3- (2-^5vV-4-^ b^v^c^/k) -6, 7-v»t 
Fa-5H-iX^P-<^^ [d] Cl, 5- a] fc°y 
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? 



T L C : R f 0.31 (^rf-^ : ffpg?^^= 2:1) ; 
NM R (300MHz 5 CDC1 3 ) : S 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) 0 

mmm 2 (126) 

8- (N-7^A—N- (2-^ Y^-i/^/V) 7 5/) -2-^^A-3 
10 - (2-^^/^-4-7^ Y^-yy^-^-M -6, 7-v ; tKn-5H-^ 
[d] ifyy'u [1, 5 -a] t°!J v/'y 




T L C : R f 0.30 {^^y : $m^7V= 2:1) 
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NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 



mmm 2 (127) 

8- (N-'/ntW-N-i/^oT'otVl/T^y) -2-^^-3- (2 
h^rv-^^^/V) -6, 7-^tKP-5H-^a^y 
* [d] t'yy'P [1, 5 -a] tfy^v^ 



T L C : R f 0.45 (-^1^ : gj=ife:nfyk= 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
15 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) D 

mmw 2 (128) 

20 -5H-^p^>^ [d] If [1, 5- a] t°D5^y 
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T L C : R f 0.57 : ffi&^<?-;V= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J - 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) 0 

HM^J2 (12 9) 

10 8- (3-a: ;vi$^;v- l, 2, 5, 6 — r \ 7 t Ku f ]) 

-2-/ =3-)V- 3 - (2-^^-4-^ h^f?/7ai^/I/) -6, 7— 
Kb-5H-^p^ Ld] ty/p [1, 5 -a] fU^^-jfiife 
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O 




T L C : R f 0.27 (^-fy : $fflSft^?-A'= 2:1) ; 
NMR(300MHz, CDCI 3 ) : 8 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J= 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1.34 (t, J= 6.9 HZ, 3H) 0 

mm (13 0) 

8- (N-^n^Wf^-N- (4-^^*^) 
10 /) -2-^^-3- (2-^/1/— 4-;* h^rv-^^-/^) -5, 7 - 
i?t [3, 4-d] t°y^n [1, 5-a] t^v^'-Mt 
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T L C : R f 0.68 (^^^ : %m^;U= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) D 

(1 3 1) 

8- (3- (3-^5^-1, 2, 4-^tv7/^-5-^;l/) -1, 
10 2, 5, 6-T h7 t Ko t°U v7k) -2-^/^-3- (2-^^-4 
= -6, 7-^FP-5H-^n^ [d] t°7 

[i, 5- a] try 5 



154 



WO 02/053565 



PCT/JP01/11581 




T L C : R f 0.18 : ffl&x.?-As= 2:1) ; 

NMR(300MHz ; CDC1 3 ) : 5 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H), 2.14(m,2H) 0 

1HM2 (13 2) 

8- -2-^^-3- (2-^ h^r 

10 v^^-zl^) -6, 7-^Kn-5H-^aK^ [d] fc^/a [1, 
5 -a] try >^ ■ 
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T L C : R f 0.48 (^dp-f-^ : ^&xJf-)V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 
5 1 .00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz, 3H) D 

»|2 (13 3) 

=3-^-3- {2-*=f-iV-A-*Y*is-7^~)V) -6, 7-v?kKa-5 
10 H-i/^P^y^ [d] f^/n [1, 5-a] t°yv^y 




T L C : R f 0.73 (^rf-^ : g»^/k= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) D 

H»J2 (13 4) 

20 8 - (N- (2-p« hdrv'-f-yu) — N— JI/l') T % /) -2- 
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(2 -J-f-jV- 4-? Y^vy^jv) -6, 
5H-^P^ [d] t°7^n [1, 5 -a] t°U 



T L C : R f 0.13 : gM^/V= 3:1); 

5 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) D 

10 jij 2 (13 5) 

8- (2-^y/l^T^y) -2-^^-3- (2-^^-4-^ b=¥ 
V7x^) -6, 7-^kKP-5H-^P^ [d] fc°yy*a [1, 
5 -a] 




OCH 3 




15 T L C : R f 0.80 {^^y : WWi^jV= 1:1) 
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NMR(300MHz, CDCI3) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m,2H), 1.83 (t, J = 2.1Hz, 3H) 0 

mtMM2 (1 3 e) 

8- (4- (4-^nn7x=^) -1, 2, 5, 6 -=r h 7 t Kn tf U v 5 
AO -2-^^-3- (2-^^-4-^^>7i^) -6, 7- 
i?tKB-5H-^P^ [d] tfy^P [1, 5 -a] fR^y 




OCH3 



TLC : R f 0.10 (■^Mf^ : |Bfc:r?vi/= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) 0 

mm (13 7) 
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/) - 3 - (2-^^-4-^ h^7x=/V) -6, 7- 

i?tFP-5H-^P^ [d] t°yy*P [1, 5-a] t'H^- 



T L C : R f 0.53 (^■ff : »^^= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m,2H), 0.18(m,2H) o 

mmm2 d3 8) 

8- (N-7°n tVl^-N- (4- hV 7;vto/f/i't^^7x^) ^ 
15 A-T 5 .7 ) - 2-7fvk- 3 - (2-^^-4-^ h^r^^^^/V) -6, 
7-7tKP-5H-^P^ [d] t°7^P [1, 5-a] t°y v7 



5 
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T L C : R f 0.55 (^^-^ : M^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H)„ 

Hi 2 (13 9) 

io 8- (n- (2-y^-y^) -N-v^p^ntfVM^/vrs:/) -2-^ 

fjV- 3 - (2-^an-4-n^7i^) -6, 7-v>tFP-5 
H-v^n^<>^ [d] [1, 5 -a] tfJJ^y 
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TLC : R f 0.40 (^*D-y : ^If^^'= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, J = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) 0 

8- (N-^ntVl— N- ^^7 5/ ) -2-^ 

(2-p<?vW-4-;* h ^7^=71/) -6, 7--^tKa-5 
H-S^n^* [d] [l, 5-a] fc° JJ * v> >- ■ it 



TLC : R f 0.52 (^f-y : ^m^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J - 7.2Hz, 3H)„ 
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$mm 2 (hd 

8- (N-7/n \r°/l — N — {1-^^)Vy ^jV) / =f-jVT X J ) -2-^ 
^VV— 3 - (2-^f^-4-/ f^ri/7x=/V) -6, 7-^tKP-5 
H— ytv^VZ [d] t B 7V'n [1, 5 -a] t° 1) 5 ■ »K 



T L C : R f 0.52 (^•fy : I^S^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2. 19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H)„ 

«2 (14 2) 

8- (3— -2-^^-3- (2-^nn-4-xf3r 
-6, 7-i/tFn-5H-^n^ [d] f^'n [1, 

15 5- a] try v^y-ill 



5 
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• HCl 



OC 2 H 5 



T L C : R f 0.49 (^f- V : g^rcfvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J= 6. 9Hz, 3H), 
1.06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) 0 

mm\2 (143) 

8- ( 3 —^y^JVT % J ) -2-^/^-3- (2-^pp-4-i^ 
10 v/^^-/^) -5, 7-^^-70 [3, 4-d] tfy^n [1, 5- 




OC 2 H 5 



T L C : R f 0.40 (^-fy : g^^A-= 2:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 
7.07 (d, J = 2.4Hz, 1H), 6.95 (dd, J - 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.28 (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

5 

mmm2 a 4 4) 

8- (N-^f/>-N-^W$y) -2-^^-3- 

-4-^ h^7x^) -6, 7-i^tFP-5H-^P^ [d] 

tyyn [1, 5-a] trP$^-ifiHfe*S 




io och 3 

T L C : R f 0.09 : fflgt^5-fr= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (tart, J = 6.6Hz, 3H) D 

CTM 2 (14 5) 

8- (N-^/U-N- (3 "J'fvl') 7^/) -2-^/1—3- (2 

-7(f-;>-4-^ F^->7i.-/l/) -6, 7-^tKn-5H-^n^y 
20 * [d] fcT^n [1, 5-a] t°yv^-MI 
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TLC : R f 0.47 (^^-fy : ^m^;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H) Q 

mmm 2 a 4 6) 

8- (N-^fvl'-N- (4-^7°^) 7^/) -2-^^-3- (2 
10 hdf^7^=/^) -6 , 7-ytFn-5H-^aKy 

# [d] f7^n [1, 5-a] If JJ &Bfeft 




T L C : R f 0.51 K^rf-y : gfc&ai^vi^ 2:1) 
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NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t, J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, 
4H), 1.28 - 1.58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) 0 

mm\2 (147) 

2-^^-3- (2-^PP-4-n^7i^) -5, 

[3, 4-d] [1, 5- a] fy^^-SfflKfi 



T L C : R f 0.54 (^drf-^ : ^S^5vk= 1:1); 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 

(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 

(m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 

1.00(m,4H) o 

mm (14 8) . 




OCH 3 
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7) -2-/f'/U-3- (2-^on-4-n^7^) -5, 7- 
i?t K0-70 [3, 4-d] [1, 5-a] t° U 5 v 5 y ■ ifeM 



5 T L C : R f 0.58 h^-fy : SRa:^= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 611), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H) 0 

10 

mmrn 2 (149) 

8- (N-v^nz-^A—N-^P tVkT^y) -2-^^-3- (2- 
^fvt— 4-^ Rv'7i^) -6, Kn-5H-^P^ 
[d] t°yy*n [1, 5-a] t-y^^y 
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T L C : R f 0.45 (^^y : 1M^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (,d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
5 2H), 2.94 (t, J = 6.9Hz, 2H) 3 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 (m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) D 

jjg 2 (15 0) 

8- (N-fV^-N- (2-^f/k7 5/xf/V) T$y) -2- 
10 ^fy^-3- (2-^^-7^-4-^ V**s7z*~A') -6, 7-^tKn- 
5H-^n^ [d] [1, 5-a] t° JJ * i?^ • 2:&lfejg: 



T L C : R f 0.63 (gm^A, : ^ : 3 : 1 : 1 ) ; 
NMR (300MHz, DMSO-d 6 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,6H) 0 

5 mmm 2 (151) 

8- (N-^ntW-N- (4-7/Vtn7i^) p^/UT^/) -2- 
(2-^po-4-^ h^^x^v) -5, 7-S?fc Kn- 
7P [3, 4-d] t°7^n [1, 5 -a] k°]jv^ 



10 T L C : R f 0.34 (/^rf-^ : »^/^= 3:1); 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) a 

15 

(15 2) 

8- (N-7°ntVl^-N- (4.-7;V3ru7 au=-;V) -/ ^jwr % ; ) -2- 
(2-^na-4-7 ( h^^7x=/i/) -6, 7-^tKn- 



F 
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5H-^P^ [d] M°y9xi [l, 5- a] t° 1J ^ 




T L C : R f 0.36 ^ V : gfcgfc:x?vU= 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 7.02 - 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

IMi 2 (15 3) 

8- (N-^P/nWf/iz-N- (4-^^^7^-/V) tfA' 
7^7) -2-^^-3- (2-^pp-4-^^7x^) -5, 
7-^tFB-7P [3, 4-d] fy/P [1, 5-a] t° y ■ it 

mm 
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T L C : R f 0.67 (^-fy : %fflfcxu=}-;u= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
5 16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) D 

WI2 (15 4) 

10 8- (N, N-v^ntV^T^/) -2-*<?A'-3- (2-^an-4- 
* Y^i/y^=-jv) -5, 7-e?tKn-7B [3, 4-d] f^/n [1, 
5- a] t'D^v^-ifiM 
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T L C : R f 0.69 : )V= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J= 1.8, 16.8Hz, 1H), 5.36 (td, J= 1.8, 16.8Hz, 1H), 
5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz,6H) 0 

HjfeM 2 (15 5) 

8- (N, N-v^fvVT? 7) -2-^f^-3- (2-^PP-4~7 
hdp-V7*^/V) -5, 7-i?kKn-7P [3, 4-d] f^P [1, 
io 5 - a ] tf y =; i?y ■ »1£ 



T L C : R f 0.74 (^^^ : «o^/k= 1:1); 
NMR(300MBz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) 0 

mmm (i se) 

8- (N-i/^P7'nWf^-N- (4-7/>tB7s=;V) 7 f vi^T 
20 %/) -2-^^-3- (2-^PP-4-^h^7s^) -6, 7 
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-^tFo-5H-^D^ [d] t^y'n [l, 5- a] fe°JJ3;v 



T L C : R f 0.27 (^f-V : &&^fr= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J - 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10- 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) 0 

mm (15 7) 

10 8- (N-^otVv-N- {A-t^-tvy^M -2-^ 
J-/U-3- (2-^nn-4-^^7x^) -5, 7— 
n [3, 4-d] fyi/P [l, 5- a] t° U 5 ■ Mig 



F 
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T L C : R f 0.43 (^-fy : It®^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) 0 

mm (15 8) 

8- (3-^<y^-/i-T^ / ) -2-^^-71^-3- (3-^na-5-MJ7 
10 /vta^/vt'!J^y-2-'{^) -6, 7 - S?fc Kn - 5 H.-*s? n^<y 
$ [d] [1, 5-a] \?D$i?y- 2»I 
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T L C : R f 0.19 (^f"^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 

3.15 (m, 2H), 2.47 (s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz, 

6H) 0 



mmm (159) 

8- (N-^-N-7"otW7^;) -2-^^7V—3- 

-4-^ y-^-yy^JV) -5, 7-v i tKn-7P [3, 4-d] tfyy 

p [i, 5 -a] try • J&s&fi 



T L C : R f 0.21 (^1^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sort, J = 
15 7.2Hz, 2H), 1.05 - 0.98 (m, 6H) D 

mmm 2 c 1 6 0 ) 

8- ( N - y'J'JV -N-7v t'VUT 5 / ) (2-^f-JU 
-4-y Y*i/y^~/V) -6, 7-5?fc Kp-5H-^d^ [d] 

20 t'r/n [l, 5 -a] if V mm 



5 



10 
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T L C : R f 0.33 (^rf-y : gM^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) 0 

mm (16 1) 

8- {A-^^/VT^/) -2-^^-3- (2-?w~4-/ 
10 Isy^-jV) -5, Kp-7p [3, 4-d] h'y^u [1, 5- 

a ] try ^^y-iil 



TLC:Rf 0.54 i^-ty : g£g^?vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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(d, J = 2.4Hz, 1H), 6.97 (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H), 5.39 (d, 
J= 16.8Hz, 1H), 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) D 

5 m,M2 (16 2) 

8- (N-^f/l/-N-if;I/7? /) -2-^^/1^-3- (2-^nn- 
4-/ y^-yy^~;v) -5, 7-i/tKn-7P [3, 4-d] fc^y'a 
[1, 5 -a] t°U 



10 T L C : R f 0.48 (^^rf y : St^f ^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m,2H), 1.01 (t, J = 7.2Hz, 3H) D 



jjW2 (16 3) 

-2-s<T;V- 3 - (2-^pp-4-^ h^-yy^;V) -6, 7 -i?K 
Kn-5H-i/^p^ [d] [1, 5 -a] fc?U ^ ^> 




och 3 



15 
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F 




T L C : R f 0.80 i^-fy : %m^*?-/U= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 

j«2 (16 4) 

8- (N-^ntVV-N- (2-7/^d7j^) ^f^757) -2- 
10 {2-^=f-/V-A-^ fdr^7x=;k) -6, 7-v^tKP- 

5H-^a^ [d] t°yy*P [1, 5-a] fU^v 5 ^ 
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OCH 3 



T L C : R f 0.85 (^f^ : gf=g£x<?vV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz, 3H) 0 

mmm2 a 6 5) 

10 8- (N-^ntW-N- (3-7;Vtn7x=/I/) ^f/V7U) -2- 
5H-^P^^* [d] t°7y'P Cl, 5 -a] fU^v 5 ^ 
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,F 



OCH 3 



T L C : R f 0.86 (^f-^ : IM^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H) 3 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H) 0 

mmn 2 ( 1 6 6 ) 

10 WW5;-2-^f^-3- (2-^nn-4- 

7< -5, 7-^tFn-7P [3, 4-d] t°7 N /P [1, 

5 -a] ifv%$?y 




OCH 3 
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T L C : R f 0.39 (^-fy : BB^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 2.4, 8.7Hz, 1H) ; 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H), 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) D 



mtM'l 2 (16 7) 

^ Y*-s7^^;V) -6, 7-^tKP-5H-^P^ [d] fc D yy* 
P [ 1 , 5 - a ] fc° U ^ v?^ 



T L C : R f 0.40 (^^y : gS&c^/l^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) D 

mmm 2 ( 1 e 8 ) 

8- ( N - ~f^?V- N — 7°t3 \f;vr $ / ) -2-/ Tfr- 3 - (2-^nn 
-4-^^71=^) -6, 7-v>t Kn-5H-^n^ [d] 



5 




10 



OCH 3 
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t°7^n [l, 5 -a] fc°!) ^v 5 ^ • i^ife 




• HCl 



T L C : R f 0.52 : BBi^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) 0 

I1W2 (16 9) 

10 8- (N- v'^ n 7"n f ^-N-7°n t°^7 ^ / ) -2-^^—3 

- ( 2 -^pp-4-^ Y^^yy^-;v) -6, 7-*Jt Fo-5H-^ 
u^s? [d] t°yy~n [1, 5-a] fl^v^ 



T L C : R f 0.54 (^^rf-^ : g£@g^A-= 2:1) ; 
15 NMR(300MHz 7 CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
182 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 
2H), 0.15- 0.05 (m,2H) 0 



Hffiffi] 2 (17 0) 

8- (N-^nyntV^f;WN-^ntW7 5;) -2-^^-3 
- {2-^x2x2- A- ^ Y-icl/y^/V) -5, 7-i?tKP-7P [3, 
4-d] t°r/p [1, 5- a] t°y$v^ 



TLC:Rf 0.42 (^^f"^ : &&.^<f-/V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 

2 (17 1) 

8- (N- -N-^p tVl-T 5 7) -2-^^-3- (2 

-^nn-4-7 f^-/7i^) -6, 7 — i?t Fn-5H-^n^y 

20 * [a] t"7/n [i, 5-a] t°y ^i?>-mmM. 



5 



10 
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•HCl 



T L C : R f 0.44 (^M^ : /U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H, 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1.89 (s) total 5H, 1.01 (t, J= 7.2Hz, 3H)„ 

(17 2) 

8- (N— -N-^otVkT^;) -2-^^-3- (2 

10 -^pp-4-^l^^>7x^) - 5, 7-i?tKn-7P [3, 4 - d ] 

t°yy'n [i, 5- a] tfy^y 



T L C : R f 0.36 (^M*-^ : SSfe^^>= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 
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3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, J = 7.2Hz, 3H) 0 

»J2 (17 3) 

5 8- (N-t/^-N- 7-;/) -2-^^-3 

- (2-^nn-4-7« f^rv'7i^) -6, 7 - v 5 1 Kd - 5 H- 
u-<-y$ [d] t7V'n [1, 5-a] ^v^' ■ 



T L C : R f 0.34 : 2:1); 

10 NMR(300MHz, CDC1 3 ) : § 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

15 (17 4) 

8- (N-T^VV-N- (2-^ h^-y^f-/U) 7^/) -2-*TA'-3 
- (2-^nn-4-^ h^rv-yx^) -5, 7-^tKn-7n [3, 
4-d] t°7V*n [1, 5-a] \£V -tmtM. 
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•HCl 



T L C : R f 0.39 (^-fy : B^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t, 1 = 6.9Hz, 3H) 0 

mm (17 5) 

8- (N-/n t°/w-N- (4- b V yjvirn^=f-)Vir^y7^=-)V) 
10 )VT^J) (2-^nn-4-^ V^Vy ^=-)V) -5, 

7-^tKP-7P [3, 4-d] t°7/P [1, 5- a] if]} *i?y 




OCH 3 



186 



WO 02/053565 



PCT/JP01/11581 



T L C : R f 0.42 (^i*-^ : |S^fA'= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89 (t, J = 7.5Hz, 3H) D 

mmm 2 ( 1 7 6 ) 

8- (N-^P7 p PWf/l'-N- (4-7/ktP7i^) *^)VT 
%J) -2-^f-/U-3- {2-*f-A'-4:-*Y**s7^—M -6, 7 
10 -^tFn-5H-^P^ [d] t°yy°u [1, 5- a] tfy^v^ 



T L C : R f 0.28 (^-f^ : @^rc^/k= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) D 



F 




OCH 3 
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mWM2 (17 7) 

8- (3, 5-^nnk c 'J^ 

y-2 — f/v) -6, 7-v>fc Kn-5H-^D^ [d] t°7^n [1, 

5- a] H 0 V5.^ 



TLC:Rf 0.38 (^ify : g^^,v= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) D 

10 

mMM 2 (17 8) 

8- (N-T/fvV-N-^/l/r 5 /) -2-^^-3- 

4-7< f^7x=;v) -6, Kn-5H-^n^ [d] tf 

y^/p [i, 5 -a] \?v - mm 




5 



CI 
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• HCl 



OCH 3 



T L C : R f 0.61 (^f-^ : ffl&x.*??V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1.74 (m, 2H), 1.32 - 1.48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) D 

iii 2 (179) 

8- (N-v^a^n tV^^/V-N- (4- h^/Vtn^Wx^) 
10 ^^T^/) -2-p<^-3- (2-^;V-4-^l>^7i=/V) 
-6, 7-^tFn-5H-^n^ [d] M°7lfn [l, 5- a] t" 
y 5 W ■ 




OCH3 
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T L C : R f 0.54 (^-fy : ^^^=f-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7. 13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 (m, 2H), 2. 19 (s, 3H), 1. 14 (m, 1H), 0.65 (m, 2H), 0. 17 (m, 2H) 

mmw2 (i8o) 

8- (3-^^vKT^/) -2-^^-3- (2-^PP-4-n^r 
-5, 7-v?tFn-7P [3, 4-d] \?7^u [1, 5- 

io a] t°y 



T L C : R f 0.40 : ^f^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.52 (brd, J= 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J= 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06 (m, 6H) C 

mm\2 (i8i) 

8- (N-^P/P Wf^T^-N- (4-7/VtP7i^) ^ 
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^/VT 5 J ) -2-^^-3- (2-^nn-4-n^7x^) - 
5, 7-^tKo-7n [3, 4-d] [l, 5-a] fHv'y 



F 




T L C : R f 0.28 i^^-y : ffl$pjf-}\,= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0. 14 - 0.06 (m, 2H) D 

10 Hjfeffi] 2 (18 2) 

8- (N-^^^-N- (2-^W5/^) 75/) -2-7* 

H-^/n^ [d] t°7^0 [1, 5-a] ey^v 5 ^- 2»fe 
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(H 3 C) 2 N. 




T L C : R f 0.60 (g^o^/V : : *= 3 : 1 : 1 ) ; 
NMR (300MHz, CD 3 OD) : 5 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11 (s,3H) 0 

mm (18 3) 

8- (N-^^vV^-N- (2-^f;l/7 5/xf;i/) 7 5/ ) -2 -pi 
10 fVl^-3- (2-/na-4-/ h^7i^-) -5, 7-^tKn-7 
a [3, 4-d] k°7 7'P [1, 5 -a] H°V ^V- 2«Jt 




OCH 3 
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T L C : R f 0.80 (@|=$£rc5vv : : tR= 3:1:1) ; 
NMR(300MHz, CD 3 OD) : 5 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, IB), 7.08 - 
7.02 (m, 1H), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, IB), 3.87 (s, 
3H), 3.76 (m, IB), 3.56 (m, 1H), 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H). 



mmm 2 ( 1 8 4 ) 

8- (N-^^^-N- (2-^f^75/^) 73;/) -2-p« 
(2-^PP-4-^f^7i^) -6, 7-^tKn-5 
H-*y?V<y? [d] t'7^a [1, 5 -a] tTj; 2i£K 



T L C : R f 0.27 P P : ^ ^ 7 — /l^= 9:1) ; 

NMR (300MHz, CD 3 OD) : 5 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) 0 

15 

mmm2 (is 5) 

8- (N- -N-iW?/) -2-^^-3- (2 

Y^yy^^/v) -6, 7-^tFo-5H-^c^y 



5 




10 



0CH3 
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* [d] tyyn [i, 5 -a] w^w-mm. 




• HCl 



T L C : R f 0.36 : @^gfea:^/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2. 1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J= 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2.1Hz, 3H), 1 .47 (t, J = 7.2Hz, 3H) Q 

jij 2 (18 6) 

10 8- (N- -N-^T/VT^;) -2-/ T/U- 3 - (2 

-^DO-4-^F^7i=^) -5, 7-^tFP-7P [3, 4-d] 

t n 7y'n [i, 5 -a] t-y ^v 5 ^ -mmm. 




•HCI 



T L C : R f 0.26 : f^a^/i^= 2:1) 
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NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t , J = 7.2Hz, 3H) D 

5 »j2 (18 7) 

8- (N— (2-~7?--M -N-^^T^y) -2-^^-3- (2 
-^PB-4-^^7x=^) -6, 7-^tKn-5H-v'^n^y 

* Cd] fy/p [i, 5- a ] t°y^v^-»i£ 



10 TLC : R f 0.32 (^'f^ : IM^fvl^ 2:1); 

NMR(300Hz, CDC1 3 ) : 5 7.34 (d, J= 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 

15 

mmm 2 ass) 

8- (N, N-v^n tVl^T^/) -2-^^-3- (2-^an-4- 
^ f^r^7x^) -6, 7-i?tFP-5H-^P^ [d] t°7 :/ 

p [1, 5- a ] t°y 




• HCI 
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T L C : R f 0.40 (^i^ : &&x.<?n,= 3:1) ; 
NMR(300MHz,CDCl 3 ) : S 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz,' 1H), 6.88 
(dd, J = 2.7, 8.4Hz, 1H) 3 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) 0 

Hffi^ 2 (18 9) 

8- (NT — (2-"7^^/^) -N-^d^p Wf/V7 5/ ) - 2 

(2-^pp-4-^ F^>7x-;H -5, 7-i?tKP-7 
10 n [3, 4-d] t°7y f P [1, 5-a] tTU*^ 



T L C : R f 0.50 ( h/K^>" : Tir h V= 5 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 
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- 0.28 (m, 2H) D 

mmn 2 (190) 

8- (n-/p tw-N- (4->7/7s=/v) ^w^y) -2-^ 

H-^P-O-^ [d] tf^/n [1, 5 -a] fcTJJ*^ 



TLC : Rf 0.22 (^^rf-^ : Slf^^/V= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (ra, 2H), 0.88 (t, J = 7.2Hz, 3H) D 

«M 2 (19 1) 

15 8- (N-^P7°ah>-N- (4-p«^^7ai^) * -flV7 $ / ) 
-2-^5vP-3- (2-^BP-4-^bWi^) -5, 7 -vt 
FP-7P [3, 4-d] t'r/P [1, 5-a] t°y$v^ 



CN 
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OCH 3 



T L C : R f 0.20 : ^f^f-/V= 3:1); 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7. 19 - 7. 13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m,4H) 0 



%mm (1 9 2) 

8- (N-7°n tVV-N- (4-^f/kft7x-/H ^W-;/) -2 
10 -pt^7U-3- (2-^PP-4-n^7x^) -5, 
-7P [3, 4-d] fc^/n [1, 5-a] t°y?^> 
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T L C : R f 0.25 (-^f-V : §M^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H) 3 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) 0 

mm (19 3) 

8- (N-v-^ n^n fcW-N- (4-7/^n7i-^) ^^JVT%J) 
10 -2-^f^-3- (2-^nn-4-^^7i^) -5, 7-v>t 
FP-7P [3, 4-d] t°yy'n [l, 5-a] fcrp'S?^ 
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F 



° 




TLC : R f 0.19 : g^m^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J - 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

mmm 2 (194) 

8 _ (N-yntVU-N- (3-7/^P7i-/V) *<f-/V7%;) -2- 
(2-^D-4-n^7i^/V) -6, 
10 5H-^n^ [d] t"7y'o [1, 5-a] tT U 5 v 5 V 
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T L C : R f 0.48 {^^y : tf$£x.'?A,= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1.63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) D 

mmw2 (i 9 s) 

8- (N-^p^-N- (3-7;Vtn7x=/V) ^=f-;VT\/) -2- 
tT-As-a- (2-^PP-4-^ \>*ri/7^~>\>) -5, 
10 7P [3, 4-d] lf7^P [1, 5- a] \?]} %W 



T L C : R f 0.46 (^^^ V : WB.^7V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : § 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1.68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz,3H) 0 

mmm 2 (196) 
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8 -iy-fn h'/UT J-jV— 3 - ( 2 , 5 n n7i^) - 

6, 7-5?tKo-5H-^B^ [d] fcT^i/n [1, 5 -a] h°U 

5; 



5 TLC : R f 0.64 (^f^ : S^^= 3:1) ; 

NMR(300MHz,CDCl 3 ) : 6 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t, 
J = 7.2Hz,6H) 0 



(19 7) 

8 —sryv&UTK (2, 4— ^PP7x^) - 

6, 7-i?t Kp-5H-^p^^ [d] t'7/P [1, 5-a] t° JJ 

5; v 5 ^ 




10 




15 



ci 



T L C : R f 0.57 (^\'^y : ^mt^;V= 3:1) 
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NMR(300MHz, CDC1 3 ) : S 7.51 (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1, 2.4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 



mmw2 (i 9 s) 

-i?tKP-5H-^n^ [d] t°yy?x2 [1, 5- a] \fy 



10 TLC : R f 0.58 (^3rf-^ : Si^f^= 3 : 1) ; 

NMR (300MHz, CDC1 3 ): 8 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) 0 

15 mmm 2 (199) 

8 - i?yv \ftVT 5 7-2-^ =f;V~ 3 - (3-/^-/Uy^^/U) -6, 7 
-v^tFP-5H-^P^ [d] fc°yy*P [1, 5 -a] v^y 



5 
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T L C : R f 0.61 (^ri^ : gM^A-= 3:1); 
NMR (300MHz, CDC1 3 ) : 8 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) 0 

mMM2 (2 0 0) 

8-v?7°ntVur^y- 2-^^-3- {2-^^-;vy ol=.;v) -6, 7 
10 -^tFP-5H-^P^ [d] fyy'p [1, 5-a] tfU^v^ 



T L C : R f 0.56 O^f-^ : $ft&t^;\,= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

mm (20 1) 
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8- (N-7°n t°/'/-N- {^1/9 [d] 1, 3 -S^f-y 5 

- 2~^f-/V- 3 - (2-^^-4-^ h^7x^) 
-6, 7-^tKn-5H-^P^ [d] tf?/p [1, 5-a] fcf 



T L C : R f 0.31 : 3:1) ; 

NM R (300MHz, CDC1 3 ): 6 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77- 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) Q 

mmm2 (202) 

8- (N-r/PfcVl'-N- [d] 1, 3->wy?y-5-^) 

^W^y) -2-^^-3- (2-^po-4-^^>7x^) 
15 -6, 7-ytFP-5H-^o^ [d] ky/P [1, 5-a] f 




5 



OCH 3 
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T L C : R f 0.38 : IM^^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J - 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, US), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

1112 (2 0 3) 

8- (3-^yf^7^;) -2 

10 6, 7-^tKP-5H-^a 

3: i?y 




-tJ-tV— 3- (2-^^-/^7^— /^) - 
[d] t"7/o [1, 5-a] t°y 
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T L C : R f 0.39 (^-fy : %$&^ ; v= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) D 

mmm 2 (204) 

8- (3-^f/V7i^) - 

6, 7-^tKo-5H-^P^ [d] ty^/P [1, 5-a] t° U 

5: 



10 




T L C : R f 0.45 K^rif^ : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 



mmm (205) 

8- -2-^^-3- (4-^^7i=A/) - 

6, 7-i?tKP-5H-^P^ [d] t°7/n [1, 5-a] t° JJ 



207 



WO 02/053565 



PCT/JP01/11581 



HM' 




TLC : R f 0.47 (^^y : 3:1); 
NMR (300MHz, CDC1 3 ) : 8 7.57 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 100 
(t, J = 7.2Hz,6H)„ 

»2 (2 0 6) 

8- (3-^W5y) - 3 - (2-^A^— 4-;* 

10 f^v^cc-/^ -6, 7-^tFn-5H-^n^ [d] fy/n 
[1, 5 -a] t^v^-M 




T L C : R f 0.10 M^-^ : ^^^= 3:1) 
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NMR(300MHz, CDC1 3 ): 8 7.26 - 7.16 (m, 1H), 6.83 (m, 1H), 6.84 - 6.76 (m, 1H), 
3.97 (m, 1H), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H), 1.95 - 1.44 (m, 4H), 1.11 - 0.99 (m, 6H)„ 

5 mMM2 (2 0 7) 

8- (N-^ntW-N- [d] 1, 3-my7^-5-^;i/) 

^ W^y) (2->>nn-4-^f-^7x^) 

-5, 7-v i tKP-7D [3, 4-d] [l, 5-a] fcf D 5 v> 



T L C : R f 0.40 (^^> : @M^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H) ; 0.95 (t, J = 7.2Hz, 3H) D 

»I2 (2 0 8) 

8- (N-^y^-N-^^n^P WW^;) -2-7^/^-3 
209 



10 
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- (2-^^-4-^ y**/y *~JV) -6, 7-5?tKn-5H-^ 
n^V* [d] tfy^/p [1, 5-a] fc° JJ 5 W • WkM. 



T L C : R f 0.58 O^f-V : ^^5v^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0.18 (m, 2H) D 

io mmm 2 (209) 

8- (N-^y^-N-v^^ p/p WW 5 7) -2-/^-3 
- (2-^PP-4-n^7i^;l/) -6, 7-^tKn-5H-^ 

n-o-^ [d] ty/p [i, 5- a ] *i?^-mm 




OCH 3 
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OCH 3 



T L C : R f 0.56 (■^^■•fy : 0^^/V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) 0 

(2 1 0) 

8- (N-^^v'/i^-N-v'^nT'n \f;V^^T%/) -2-t^/U-3 
10 - (2-^on-4-^ b*i/y ^=-7V) -5, 7— 5?fc Ko-7o [3, 
4-d] t°yy~P [1, 5 -a] \?V 




OCH3 
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T L C : R f 0.47 (^3ffJ-y : Wm^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.26 - 7.45 (m, 6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, 1H), 5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) D 

«2 (2 11) 

8- (N-^/V-N- (2-^=^) T?y) -2-^^-3- (2 
-^fyv-4-^^7x=;V) -6, 7-^tFn-5H-^P^y 
9 [d] t°yy^ [1, 5-a] fc°y^v>y 



10 




T L C : R f 0.38 (^f-y : f^^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7. 16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J= 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mmm 2 (212) 

8- (3— <yf-/U7 5 /) - 2-^9vl<— 3 - (2-^fvl—4-y/V.-t 
P7i^) -6, 7-^tKo-5H-^B^ [d] tf^/n [1, 
20 5-a] t°y^^y-«m 
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HIM' 




T L C : R f 0.44 (^-fl/ : |^g|ac^/i/= 3:1) ; 
NMR(300MHz, DMSO-d s ) : 5 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3. 14 (brt, J = 8. 1Hz, 2H), 2.95 (bit, J= 8. 1Hz, 2H), 2.25 (s, 3H), 2.25 - 2. 10 
5 (m) and 2. 12 (s) total 5H, 1.85 - 1.60 (m, 4H), 0.95 - 0.85 (m, 6H) 0 

Hi 2 (213) 

8- (S-^^/UT^ /) -2-**f-/V- 3- (2, 5-^PB7i = 
/V) -6, 7—5*1: Kp-5H-^b^ [d] t°yy*P [1, 5-a] 

io ¥y%^^-m$m 



T L C : R f 0.46 {^r^l/ : «^/V= 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 5 7.68 (d, J= 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 
ltM2 (2 1 4) 

8- -2-^^/V-3- (2, 

5 ^/v) -6, 7-^tFn-5H-^P^ [d] t'y/a [1, 5- 
a ] try •j£iH£[ 



NMR(300MHz, DMSO-d 6 ) : S 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (bit, 
J = 8.1Hz, 2H), 2.99 (bit, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

»|2 (2 15) 

15 8- (3-^^fvKT$y) -2-^^-3- ( 2 -V jVjrxi - 4 

/i^^^/H -6, 7-v^tKo-5H-^P^ [d] ky/o [1, 
5 -a] t°y • ig« 




OCH 3 



T L C : R f 0.43 (^f-y : ^az^= 1 : 1 ) 
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T L C : R f 0.43 (^-fy : ff^gt^f-/U= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 9.20 - 9.00 (m, 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, 1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-dg), 3. 14 (brt, J = 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2. 18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

mmm 2 ( 2 1 e ) 

8- (N-^;V-N- {2-y^=-/U) T5/) -2-/ 3 - (2 

10 R^7x=^) -6, 7-^Kn-5H-^o^y 

9 [d] fc°7^o [1, 5-a] 



T L C : R f 0.80 (^-fy : @|^^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 




OCH 3 
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(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 



mffiM2 (2 1 7) 

8- (N-^^-N- (2 757) -2-^^;V-3- (2 

h^rv^rc^/V) -5, 7-^tKP-7P [3, 4-d] 
ty/n [1, 5 -a] t°U 



T L C : R f 0.78 (^f-^ : gj^a^/I^ 1:1) ; 
NMR (300MHz, CDC1 3 ) : § 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
15 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 

III 2 (218) 

8- ( 3 - ^ 2 - -f<f-)V7 5 / ) -2-^^-3- 

4-/ Y^^y^--M -6, 7-^tFn-5H-^P^ [d] tf 
20 7^ [1, 5-a] t°]J ^v>:/-«t& 



5 



10 
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OCH 3 



T L C : R f 0.36 (^-fy : B%k^^= 3:1); 
NMR(300MHz, CDC1 3 ) : 6 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) 0 

mmm 2 (219) 

8- (l-y^D^^xw^/) - 2 -j-j-jv- 3 - {i-^j-jv 

10 f^>7i^) - 6, 7-^fcKn-5H-^n^ [d] 

[1, 5- a] zvy-mmm. 




0CH3 
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T L C : R f 0.36 (-^1^ : %ftfcx.?*7V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37 (m, 5H) D 

IW2 (2 2 0) 

8- (2-^^75/) -2-^^-3- (2-^5^-4-^ 
10 ^7x=^) -6, 7-^tFn-5H-^n^ [d] [l, 

5 -a] try ^v'y-MI 



T L C : R f 0.36 (^df-f-^ : gM^?VV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J= 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01(m,3H) o 

20 mWM2 (2 2 1) 
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8- (2-^7'=f-)V7 % J) -2-^^-3- (2-^^-4-^ 
x/y^~;v) -6, 7-v?tKa-5H-^nX^ [a] tf^y'n [l, 
5 -a] t°!J5v^-»:!£ 



5 T L C : R f 0.43 (-^f- V : gjflfe:n?vU= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) 0 

10 

mmm2 (222) 

8- (1-* b=¥v^-2-7 P n fcVKT5 7) -2-^^vV-3- 
^-4-7 b^J/7a^) -6, 7-^tFn-5H-^n^ [d] 
tyyn [1, 5 -a] t°U^v ; ^-^« 




OCH 3 
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• HC1 
CH 3 



OCH 3 



T L C : R f 0.30 (^-fy : gfcgfejrfvl^ 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H) 5 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz, 3H) 0 

WJ2 (2 2 3) 

10 8- (2-^W5;) - 2 - ;* ^)V- 3 - (2-^^-4-/ 

V7^~JV) -6, 7-^tKo-5H-^DAy^ [d] \£y^u [1, 
5 -a] t°!)v^-til 




OCH3 



T L C : R f 0.60 {^^rV ; @^:t^vV= 2:1) 
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NMR(300MHz, CDC1 3 ) : 8 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.1Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H), 3.50 (bit, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (ra ; 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 
5 1 .26 - 1 .45 (m, 8H), 0.90 (m, 3H) C 

jii2 (2 2 4) 

8- (1, 2, 3, 4-fb7tKPt7^Vy-l-^/V') 757-2- 
7^V-3- (2-^f^-4-n^>7i^) -6, 
10 5H-^n^ [d] t°7 7n [1, 5 -a] t°]j v^y 



T L C : R f 0.16 (^3rf->- : ffi§fcx.J-;V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J= 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H) 0 

mmm 2 (225) 




0CH3 
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8- ( (IS, 2S, 3S, 5R) -2, 6, 6 - h !M 5vHfv^ P [3. 
1. 1] 75/-2-^f/'/-3- 4- ?( 

-6, 7-^tKP-5H-^n^^ [d] \fy^/u 
[ 1 , 5 - a ] t° 3 ^ i?y 



T L C : R f 0.25 (^f->- : ffi^^vk= 3:1); 
NM R (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (4 J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

mmm 2 (226) 

8- (3~^>f-/UT^ /) -2-t<^-3- (2-^/k-4-^n 
15 -6, 7-^tFn-5H-^n^ [d] t^^'n [1, 

5 -a] t°y ^v 5 ^ 




5 



OCH 3 
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HN' 




CI 



T L C : R f 0.41 (^f-^ : fj&x^/I^ 3:1) ; 
NMR(300MEz, CDC1 3 ) : 5 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3. 13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H) D 

WSM 2 (2 2 7) 

8- -2-^/1—3- (2, 5-^h^7i 

=A0 -6, 7-^tKn-5H-^P^ [d] h'y^/n [l, 5- 
10 a] try ^ • 



T L C : R f 0.52 (^^rf-^ : g^o:^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05(t,J=7.5Hz, 6H) 0 

mmw2 (228) 

5 8- (3-^W57) -2-^^-3- (2-* Y*V7x.~/V) 
-6, 7-^tFn-5H-^n^ [d] [l, 5- a] fc° 



T L C : R f 0.24 (^f->- : g^^?vV= 3:1); 
10 NMR(300MHz, CDC1 3 ) : 5 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) D 

15 mmm 2 (229) 

\f)V^^)VT%J 3- (2-^^-4- 

^ h^^c^/P) -5, 7-^tFo-7P [3, 4-d] t'r/n [1, 

5 - a ] hry ss^-iftlfeS 
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O 




• HCl 



OCH 3 



TLC : R f 0.46 : |^a:^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (m, 1H), 7.11 (d, J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H) 0 

Hi 2 (2 3 0) 

8- (N-^-N-if/V7 5 /) -2-^^-3- (2-^^- 
10 4-^ h^iX^^^/^) -5, 7-v ; t Fn-7P [3, 4-d] fc°yy*P 
[1, 5 -a] *?}) =-i?y-mti& 



T L C : R f 0.49 (^drf-y : BB^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 
2.29 (s, 3H), 2. 19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz,3H) D 

MM2 (2 3 1) 

8- (N-^-N-T'nW^) -2-^^-3- (2-^fv^ 
-A-^Y^-x/y^^JV) -5, 7-i?tKP-7n [3, 4-d] ¥?^J 

p [i, 5 -a] euv^y- mm. 



T L C : R f 0.54 (^f->- : BM^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H) : 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

\ 

mmnz (232) 

8- (N, - 2 3 - (2-^^-4- 

7< h^r^7^-;V) -5, 7-^tFn-7B [3, 4-d] fc^/n [1, 

5- a] ^vi/ - mm. 
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T L C : R f 0.51 (^rl^ : ||:gfcn^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2. 19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

mi&M2 (2 3 3) 

8- (N-^^-N- (4-tKP^f/V) T$y) -2-^fvV- 
3- (2-^f;V-4-^^7i=/V) -6, 7— KP-5H— > 
10 ^n^y* [d] lf7/n [l, 5-a] t°U v^y • 



TLC : R f 0.29 : ^@£^./U = 1:2) ; 

NMR(300MEz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2. 17 (s, 




OCH 3 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t, J = 7.2Hz, 3H) 0 
mW®\2 (2 3 4) 

5 A-* Y^y7^~/V) -5, 7-^tFn-7P [3, 4-d] t'^y'n 

[i, 5 -a] trju^y -ifiBfcfi 



T LC : R f 0.35 (-^f-V : g^J?^5vV= 1:2) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) D 

(2 3 5) 

8- (3-^^7*5 7) -2-7^^-3- (2-* N^V-5->f y 
15 r/nfcVl^^/l') -6, 7— Kp-5H-^p^ [d] t°y^ 

n [i, 5 -a] try $i?>-msm 




OCH 3 
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T L C : R f 0.36 : g^Sfe^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : S 7.23 (dd, J = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9Hz, 6H), 1.04 (t, J - 7.5Hz, 6H) 0 

mmm 2 (236) 

8- (S-^yf/VT^) -2-^^-3- (2-^ 
10 tP7x=;i/) -6, Kn-5H-^p/<y^ [d] t^^n [1, 

5- a] w^^y-mm. 



T L C : R f 0.26 (^f-V : g^ggai^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 




F" 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) D 

mtm 2 (2 3 7) 

5 8- (N-^/V-N- (4-7/^P7rc^/V) -2-j- 
3 - (2-^no-5-^ b^^n/i/) -6, 7-^tKn-5 
H-v^n-^^ [d] t°7/n [1, 5 -a] t'Dv^V-Sit 



F 




T L C : R f 0.40 : W^^= 3:1); 

10 NMR(300MHz, CDC1 3 ) : 5 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) D 

mmm 2 (238) 

15 8- (N-^^/l— N- (4-7;VtB7x^) ^W5 7) -2-;* 

(2-? h*isy^~/U) -5, 7-^tFn-7 

n [3, 4-d] t°yyn [1, 5 -a] fc° y ^ • »i& 
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F 




T L C : R f 0.20 (^f-^ : ffi@t^;l,= 3:1) ; 
NMR(300MHz, CDC1 3 ): S 7.40 - 7.26 (m, 3H), 7.12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) 0 

mmm2 (239) 

^-3- (2-^?-/U-4-?l h$->7*~M -5, T-^tKP-^ 7 
10 p [3, 4-d] [1, 5-a] W -MMfe 
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OCH 3 



T L C : R f 0.28 (^i^ : mk^^= 3:1); 
NMR(300MHz, CDC1 3 ) : <5 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) 0 

mmm2 (240 

10 a7s^) -6, 7-^tKo-5H-^a^ [d] fc^/n [1, 

5- a ] t°v -mmm. 




ci- 
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T L C : R f 0.26 : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 -3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1 .90 - 1 .40 (m, 4H), 1 .05 (t, J = 7.5Hz, 6H) 0 

mmw2 (2 4D 

8- (N-^/U-N- {2-7*^3 7V) 7% J) -2-^^-3- (2 
Y^r-yy ^^-jv) -5, 7-^tKn-7n [3, 4-d] 
10 ify y u [ 1 , 5 - a ] t° V 5 i?y • ||I 



T L C : R f 0.37 (^drU^ : @f=®;nfvV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7. 10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
15 (s, 3H), 2.18 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1.5 4 (t, J = 7.2Hz, 3H) D 

mmm2 (24 2) 

8- (N-^B^-N- (2-^y^) T$S) -2-^^-3- (2 
hdr^7i=/V) -5, 7-^tFn-7P [3, 4-d] 

20 tfyy'n [i, 5 -a] tryss^-iftfifcs: 



•HC1 




OCH 3 
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• HCl 



T L C : R f 0.47 : %ftfcx.=J~}V= 2:1) ; 

NMR (300MHz ; CDC1 3 ) : 5 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (ra, 2H), 
5 3.83 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz, 3H) 0 

mmn 2 (243) 

8- (N-^afcW-N- {A-^^f-jv^-^y ^iv) j~=f-)VT%/) -2 
10 (2-^^-;V-4-t« \>-*r*/7 -5, 

-7n [3, 4-d] t^y'n [l, 5-a] t^^^^-Mt^ 




OCHg 
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T L C : R f 0.45 (-^^y : g»^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H) ; 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1 . 84 (m, 2H), 0.97 (t, J = 7.2Hz, 3H) D 

mtm\2 (2 4 4) 

8- (N-^ntf/V-N- [d] 1, 3-Wy7^-5-^/>) 

10 -5, 7-^tKn-7P [3, 4-d] M°yy*u [1, 5-a] 
>- ■ III 



TLC : R f 0.45 {^-fy ; g£g^^= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) D 
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mm (245) 

4-d] \l°7^Ju [1, 5 -a] W^V-y -m®& 



T L C : R f 0.47 (^drf-^ : «^/V= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (ra, 
1 0 1H), 0.69 (m, 2H), 0.24 (m, 2H) 0 

(2 4 6) 

8- (N-i/^nynWf^-N- (4 - h V 7/U*u / ^;vy^ ~;V) 
/ =; J ) -2-^/^-3- (2--t7un-S-t Y-*rV7^=-;v) 
15 -6, 7-^tFn-5H-^n^ [d] f^/n [1, 5 -a] h° 



5 
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OCH 3 



T L C : R f 0.48 : 2:1) ; 

NMR(300MHz 3 CDC1 3 ) : 5 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) 0 

mm (2 4 7) 

8- (N-^n7"nk»f;i/-N- (4 - h y 7;^n^f/V7x=/i/) 
10 -2-^^-3- (2-^PP-4-n^7i=;V) 

-5, 7-^tKP-7P [3, 4-d] t°7/n [1, 5-a] t° U $ v> 

^ -mmm. 
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OCH 3 



TLC : Rf 0.42 : jf^^/V= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0.14 (m, 2H) 0 

mmm 2 (2 4 8) 

8- (N-^n-/n tVMf;w-N- (4 - hU / =f-;vy ^=-jv) 

10 *<3-JV7%J} -2-^^-/1^-3- (2-^f^-4-^ F^r^x^) 
-5, 7-^tKP-7P [3, 4-d] \fyV~u [1, 5- a] fc° }) 5 
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T L C : R f 0.42 (^^y : »^/V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7. 12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) 0 

mmm2 (2 4 9) 

8- (N-7°n tVV-N- (4--^T/7^=^) ^W?/) -2-p< 
10 3 - (2-^^/>-4-^ ^V7s^) -5, 7-5?tKn-7 

* [3, 4-d] h°yy*u [1, 5-a] t°y v^-ftt 
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CN 




T L C : R f 0.29 (^-fry : g£g&x^vv= 2:1) ; 
NMR (300MHz, CDC1 3 ) : § 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 (bra, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74- 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) 0 

mm (2 5 0) 

8- (N-^oyolf/i/-N- (4-^;u-^-n^^-^) ^W^;) 
10 -2-^^-/^-3- (2-^PP-4-^ f^^7s=;V) -5, 7 -S?fc 
Kn-7D [3, 4-d] [1, 5-a] t°!J^:/-M£i& 
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F 




OCH 3 



TLC : R f 0.40 (^f-^ : &8t^/]s= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) 0 

iii 2 (251) 

8- (N-v^nT/nfcVk-N- (4-7/^a7x^/V) t^JVT^y) 
10 KR-7P [3, 4-d] t°7y'D [1, 5-a] If !J $ ■ ififflftift 
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F 




T LC : R f 0.44 *r^V : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 0.90 - 0.80 (m, 4H)„ 

WJ2 (2 5 2) 

8- (N-v'^P7'Pt';^f;V-N- (4-7^tP7x^) t^flsT 
X/) -2-^^/V-3- (2-^f;U-4-^^^7x^) -5, 7 
10 -ytFB-7P [3, 4-d] tf^/P [1, 5 -a] lf!J5^'IS 
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F 




OCH 3 



T L C : R f 0.49 (^f-^ : m^^-^= 2:1); 
NMR (300MHz, CDC1 3 ) : 8 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28- 0.18 (m, 2H) 0 

mmm2 (253) 

8- (N-7°o^-N- (2-^ h^rvo^/^) -2-^^/V- 
10 3- (2-^nn-4-^ h ^v'^-A') -5, 7-S?k Ko-7p [3, 
4-d] t"7/P El, 5- a] t°lIv^-M 




OCH3 
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T L C : R f 0.35 (^-fy : £fe&=c<?;v= 2:1) ; 
NMR(300MHz, CDC1 3 ) : S 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz,2H), 1.01 (t, J = 7.5Hz, 3H) D 

»|2 (2 5 4) 

8- (N-7°u¥/U-N~ h^x.J-M T5/) 

3- (2-/f-/V-4-^ V^yy^/V) -5, 7-^tFn-7a [3, 
10 4-d] t'r/n [1, 5 -a] fcf y ^ v>>- ■ 



T L C : R f 0.33 (^3f 1^ : |^^^= 2:1) ; 
NMR (300MHz ; CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz,3H) 0 

(2 5 5) 

8- (3--<y=f;UT I J) -2-/ ^JV- 3 - (2-^f;k-4->r; 
20 73^/1") -6, Kn-5H-^n^y^ [d] \i°yy"n [1, 
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5 -a] try ^i>y-imm 



HN 

at 



•HCl 




CN 



T L C : R f 0.45 : mk^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (brt, J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) 0 

mm,M2 (2 5 6) 

10 8- (N-^nlf^-N- (2-* b^r^xf;^ T ? / ) 

3- (2-^130-5-^^7*=^) -6, 7-v>fc Kp- 5H-V 
^p^* [ d ] t^y'p [i, 5 - a ] t-y^v'^-JtM 




OCH 3 



T L C : R f 0.46 (^^^^ : g^^^/>= 2:1) 
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NMR (300MHz, CDC1 3 ) : 5 7.34 (brd, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6.91 (m, 1H), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H) D 

mmm2 (257) 

8- (N-^/V-N- (4-^m7x=;H ^f;>7$;) -2- 

5h-^p^ [d] t'r/p [i, 5 -a] try 



T L C : R f 0.42 (^df f-^ : 0Sfcxfvl^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) D 

mmm 2 (258) 

8- (n-^/v-n- (4-^^^^^-/v) *?-jv7%;) -2- 

(2-^oo-4-^^7x=/V) -5, 




OCH3 
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7o [3, 4-d] ¥y9u [1, 5- a] fc°JJ: 

SCH3 



-mm. 




OCH3 



T L C : R f 0.35 (^3riJ-V : ;V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1.42 (t, J = 6.9Hz, 3H) 0 



mm\2 (259) 

10 8- (N-^/V-N- (4-^/^7x^1 T^fVl'T^/) -2- 
(2-^f;l/-4-^f^77x^;l/) -5, 
7o [3, 4-d] t°^yn [1, 5-a] fcTJJ^^y- 
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O 




OCH 3 



T L C : R f 0.40 (^f-^ : ffl&^;V= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.28 (brd, J = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.3 1 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) 0 

%mm 2 (2 6 0) 

8- (3-^W$y) - 2 -ff-jv- 3 - (4-^f;W7i=^) 
10 -6, 7-v?tFP-5H-^B^ [d] [1, 5-a] tf 




SCH S 
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T L C : R f 0.46 ^-fy : ^^f-/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.52 (d, J = 8.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J = 7.8Hz, 2H), 3.13 (t, J = 7.8Hz, 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz, 6H) 0 

mmm 2 c 2 6 1 ) 

8- (N-r/^vk-N- (2-^ t%j) -2-/ 3 

- (2-^^-4-^^>7i^) -5, 7-^tKP-7P [3, 
10 4-d] fcf^/P [1, 5- a] tf V \ v> V ■ 



TLC : R f 0.61 (^f-y : g^;n=?vk= 1 : 2) ; 
NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) D 

»2 (2 6 2) 

8- (3 -2-^^-3- (4-^W5/7x 

20 ^/U) -6, 7-^tFP-5H-^o^y^ [d] \?yy*u [1, 5- 
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a] t°y -mm 



HN' 




N(CH 3 ) 2 



T L C : R f 0.57 (^tf-y : ffligkxfvl^ 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.72 (d, J = 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 
7.5Hz, 6H) 0 

9mm 2 (2 6 3) 

10 8- (N-^^n^n Wf^-N-T'PtVkr^/) -2-/f-A^-3 
- sl^A*) -5, 7-^tKP-7P [3, 

4-d] tf^/n [l, 5- a] t° U ^ v> >- ■ MM 




OCH 3 



T L C : R f 0.55 : g^^,^ 2:1) 
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NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, 2.4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H), 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, J= 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 

MMm2 (2 6 4) 

-2-^^-3- (2-^PP-4-n= J rv'7i^) -5, 7-S?fc 
KP-7B [3, 4-d] t°7^P [1, 5-a] t°y^v?^ 




OCH 3 



T L C : R f 0.47 (^l^ : @M^9VU= 2:1) ; 
NMR(300MEz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J= 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H)„ 

mmm 2 (265) 

8- (N-7°nt>-N- (5-/f^77y-2-^) / ^)VT % J ) 
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- 2 - / 3 - (2-^f^-4-^^7x=/>) -5, 7— 5?fc 

[3, 4-d] t°7y~n [1, 5 -a] fU^v^ 



T L C : R f 0.49 (^i*-^ : H=^^vk= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1.67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) D 

10 lli 2 (2 6 6) 

8- (N-^^nynWf/U-N- (2-^h^v^^vV) 75/) - 
2-^^-3- (2-/^-4-/ b=3r^7^-/W) -5, 7-v^K 
a-7P [3, 4-d] t°7/n [1, 5-a] t'Dv/y-ttt 




252 



WO 02/053565 



PCT/JP01/11581 




•HC1 
CH 3 



T L C : R f 0.29 (^^rf~^ : ffi^3Lj-;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) n 

mmm 2 (267) 

8- (N-/P tVL'-N- (4- h !) ;m^7i^) / f- 

10 /UT^y) -2-^^-3- (2-^/k-4-^^7x^) -5, 



7-v'tKn-7P [3, 4-d] t°7^P [1, 5-a] t°]J5^>--^ 




och 3 
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T L C : R f 0.51 : fflfex.=f-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 5.13 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s, 3H), 1.64 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) D 

mmm 2 (268) 

8- (N-^P^-N- x-^JV) -2- 

^f-/u-3- (2-*'?;l'-4-* \-*r*s7 -5, 7— ^fcKn- 

10 7a [3, 4-d] t°7^n [1, 5-a] W -tmffi. 



T L C : R f 0.53 {^^V : ffl&x.*f-A'= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H) 0 

gjj 2 (2 6 9) 



F 
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8- (3-<yW? /) - 2 - ^7V- 3 - (2-^nP-4-^f;V 
f*7xs/H -6, 7-i?tKn-5H-^P^ [d] fc^/ct [1, 
5 -a] 



5 T L C : R f 0.64 (^f-y : g^;t^vW= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H) ; 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1.94 - 1.64 (m, 4H), 1.10 - 1.00 (m, 6H) 0 

io mm 2 (2 7 0) 

(2-^^-4-t< b^r-y^^-^) -5, 7-^tb'P-7 
n [3, 4-d] t°yyn [1, 5-a] \?V ^Jls 




SCH 3 
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T L C : R f 0.52 : ^^=cf-;v= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 



mmm 2 (271) 

8- (N- (2-^ h^vo^/l^) -N- 75/) -2- 

(2-^^-4-^ Y^-^y^.^) -5, 7-v^tKP- 
10 yn [3, 4-d] ffy^n [1, 5-a] fc° I) 5 S?V • 



T L C : R f 0.29 (^f-y : g^gg^^/>= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8. 1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3 .83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H) 0 

mtm\2 (272) 

8- (N- (2-^ h^-y^M -N- (2-^=/V) 75/) -2- 

/^Vt--3 — (2-^0-4-^^7^) -5, 7— S?fcKn — 
20 7P [3, 4-d] [1, 5-a] t° J) 5 v 5 ^ ■ 



5 2H) 0 
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H 3 CO. 




T L C : R f 0.39 (^f-^ : %ffli^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) 0 

mmm 2 (273) 

8- (N- (2-^ h^-y^f-M — N— (2--7^=/u) 7^/) -2- 
(2-^no-4-^>^7x=/v) -6, 
10 5H-^n^ [d] t°7y'n [1, 5 -a] t°!J^ 



T L C : R f 0.44 C^^f-^ : H^ct^/l^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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7.2Hz, 2H), 1.86 (t, J = 2.4Hz, 3H) 0 

mm\2 (274) 

8- (N-7°n hT/k-N- (5-^^77^-2-^) *?-jV7^/) 
5 -2-^^- 3 - (2-^nn-4-^^7i^) -6, 7-v>t 
Kp-5H-^p^ [d] fcT7^n [1, 5- a] fcTJJ^y 



TLC : R f 0.53 (^rf"^ : 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (m, 2H), 0.91 (t, J = 7.5Hz, 3H) Q 

jli2 (2 7 5) 

15 8- (N-^y^-N-v'^a/P \?)VT% /) -2-/^^-3- (2 
-^np-4-^Ri/7x^) -6, 7-^tF0-5H-^n^ 
? [d] t'yyu [1, 5-a] t° V ^ Vis • 




OCH 3 
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OCH 3 



T L C : R f 0.49 (^H"^ : gm^;U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s, 3H), 2.21 (m, 
2H), 1.20- 0.92 (m,4H) 0 

mmm2 (276) 

8- (N— ^^-N-^ o/n /) -2-^^-3- (2 

10 -^DO-4-^^7x^V) -5, 7-^tFP-7P [3, 4-d] 

^r/p [i, 5 - a ] try s^-ifiSfeSft 




OCH 3 
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TLC:Rf 0.42 (^^y : ^=cf-;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J - 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H) D 

mnM2 (2 7 7) 

8- (N— N-l/f P^P tVl^T^ /) -2-^^71/- 3- (2 
-7*^vl/-4-;* f^v^^/V) -5, 7-^tKP-7P [3, 4-d] 
10 My-Jn [1, 5- a] t°y^i^-»i£ 



T L C : R f 0.40 (^rf->- : 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) D 

mmn 2 (27s) 




ocHg 
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8- (N--^^n7°n fcVM^-N- {2- ^ Y^i/^;V) 7>; /) - 
n-7n [3, 4-d] t'yv'u [1, 5 -a] f y • 



5 T L C : R f 0.30 (^dff-y : 2:1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 
(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) 0 

mMM2 (2 7 9) 

8- (N-^P7"P \f/U^^/U-N- (2-/ T^, / ) - 

P-5H-^o^ [d] t°7/n [1, 5-a] ittBfcjfc 




OCH 3 




OCH 3 
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TLC : Rf 0.33 {^-f-y : ^&xff-A,= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1 .09 (m, 1H), 0.65 (m, 2H), 0.3 1 (m, 2H) Q 

$mM2 (2 8 0) 

8- (3-^^^T$7) -2-;>*5vW-3- (2-^pp-4-^p^ 
7^-/1/) -6, 7-^tFn-5H-^P^ [d] [l, 

io 5 - a] try 5; 



T L C : R f 0.61 K^rf-y : |^ft^^v= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.65 (d, J = 2. 1Hz, 1H), 7.44 (dd, J = 2. 1, 8. 1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz, 6H) 0 

mmm 2 ( 2 s 1 ) 

8- (3~^y^/UT^ /) -2-^^-3- (2, 5-^pp-4- 
20 * h**>7aL~Jl>) -6, 7-^tKn-5H-^n^ [d] tfy v / 
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v [i, 5 -a] h°y ^v J ; 




OCH 3 



T L C : R f 0.65 > : |M^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2E), 2.91 (t, J = 7.8Hz, IK), 2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) D 

mMM2 (2 8 2) 

8- (3-^yf/L-7$;) -2-/ =f-;V- 3 - (2, 5-^aa-4- 
10 ^ h^-yy^^M -5, 7-^tFn-7P [3, 4-d] t°7/p [1, 

5 - a] t°y ^ 




OCH 3 



T L C : R f 0.61 K^f-^ : tfm=.<?/\,= 2:1) 
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NMR(300MHz, CDC1 3 ) : 5 7.39 (s, 1H), 7.07 (s, IB), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, 2H), 4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2.36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t, J = 7.2Hz, 6H) 3 

5 mmm 2 (2 8 3) 



p-7p [3, 4-d] t°r/p [1, 5-a] \?y%i?y-m.Ml& 



10 TLC : R f 0.26 (^ri^ : fflfex.J-;V=1 : 1) ; 

NMR(300MHz, CDCI3) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 Ifei2 (2 8 4) 

8- (N--/^n/nt7/-N- (4-^77 7x^) ^5vK7^7) - 
2-^^-3- (2-^^-4-^ -5, 
n-yu [3, 4-d] [l, 5-a] fc?!J 

264 



8- (N-v-^ n/n tVl^-N- (4-v 
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OCH 3 



TLCiRf 0.24 (^^f->- : lM^/^= 2:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84(m,4H) o 

WJ2 (2 8 5) 

10 /V) -6, 7-v>t Ko 




0CH3 



-5H-^P^ [d] ^y^U [1, 5-a] 
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T L C : R f 0.66 (^1^ : 2:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2.1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) 0 

mmm2 (2 8 6) 

7V) -5, 7-v?tKP-7P [3, 4-d] ^yVu [l, 5-a] t° V 

io $ v>y • tmm. 



T L C : R f 0.63 : |ftfc:x^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
15 3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H) 5 1.00 (t, J = 
7.5Hz, 6H) 0 

$mM2 (2 8 7) 

20 4-^ -6, 7->>kFn-5H-^P^ [d] t° 




OCH 3 
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7^0 ci, 5- a] ■ 

H 3 CO x/ \ n ^^OCH 3 




OCH 3 



T L C : R f 0.26 1^ : $ffll^;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 (d, J = 9.0Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2.7Hz, IB), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H) 0 

mm (2 8 8) 

10 8- (N-xf ;i/-N-^ p/p t>^ W> 7) -2-^fvV-3- 
(2-^nn-4-7tR^7i-/V) -5, 7-^tF'n-7n [3, 4 

-d] t°7^n [i, 5 -a] i?v - mm 




TLC ; R f 0.49 (^^V : «^^= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m 3 1H) ; 0.60 (m, 2H), 0.24 (m, 2H) D 

mt&M 2 (2 8 9) 

5 8- (N-^-N-^^ o f;>7 5 / ) -2-^^-3- 

(2-^f^-4-^f^7x^) -5, 7-i?tKn-7n [3, 4 

-a] t^y'p [i, 5-a] vysvy-msm 



T L C : R f 0.50 : mM^^= 2:1) ; 

10 NMR(300MHz,CDCl 3 ): 6 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (ra, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) D 

mMM2 (2 9 0) 

15 8- (N-^fvl'-N-^P^PtVl^^vl'T^:/) -2-^^-3- 
(2-^bp-4-;I>^7^) -6, 7-^tKP-5H-^P 
[d] t'r/n [1, 5-a] tfU^^.^Bfe^ 
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T L C : R f 0.51 (^-fy : ffi&x.=?/U= 2:1); 
NMR (300MHz, CDC1 3 ) : S 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) D 

mm (2 9 1) 

8- (N-^o7"b^-N- (4-v/7;7j^) t=f-/VT^/) - 
10 2-^/^-3- (2-?uu-A-^ f^v^^/k) -6, 

a-5H-^a^ [d] t7^P [1, 5-a] W • 



CN 




OCH 3 



269 



WO 02/053565 



PCT/JP01/11581 



T L C : R f 0.29 (^f-y : $f&^<?A"= 2:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.83 - 7.76 (m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 (ra, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 
5 2H) 0 

MMM 2 (2 9 2) 

8- (N-v^ n-7°P tV^^-N- (4-^77 71^) 
/) -2-^^-3- (2-^pp-4-^ b^-yy^^/U) -6, 7- 
10 ^tKn-5H-^o^ [d] t°yy*v [1, 5 -a] tfij^v^- 



CN 




T L C : R f 0.37 (^-fy : fj^9VP= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) D 
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mmm (293) 

8- (N-v'^a^aWf^-N- (4-^7/7x^) 

7) -2-7^-3- (2-^00-4-^1^^^71^) -5, 7- 

i?tKn-7o [3, 4-d] t°y^P [1, 5 -a] t°V ^i?y -MMM 




5 OCH 3 

TLC:Rf 0.21 (-^rf-^ : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0. 18 - 0. 10 (m, 2H) D 



m&M2 (2 9 4) 

8- (N-^n7°aWf;V-N- (4-v-T/^^^/k) 7 ^>T 5 
7) -2-7^-3- (2-^f/l'-4-n^7i^) -5, 7- 
15 7tKn-7D [3, 4-d] t'yyn [1, 5-a] t°y5v^-»^ 



271 



WO 02/053565 



PCT/JP01/11581 




OCH 3 



T L C : R f 0.37 : 0^^f-/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) 0 

mm (2 9 5) 

8- (N-7°p fcW- N- {!f"ty M ^ <f-;VT % / ) -2- 

10 (2-^aa-4-^^7x-;V) -5, 7-^tKn- 

75 [3, 4-d] t"r/P [1, 5 -a] t°IJ5^ 
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TLC : R f 0.48 {^-fy ■ ffl&^ ; v= 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

mum 2 (2 9 6) 

8- (N-7°ntVV-N- (5-^^^7 31^-2-^/1/) 
10 /) -2-^^/l/-3- (2-^nn-4-^ h 3i=/t/) -5, 7- 
^tKn-7P [3, 4-d] t^y^P [1, 5-a] fc°y$v>> 




OCH3 
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T L C : R f 0.50 (^rl^ : $m^)V= 2:1) ; 
NMR(300MHz ; CDC1 3 ) : S 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz : 1H), 6.90 
(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92 (t, J = 7.5Hz, 3H) 0 

mmmz (297) 

(2-^np-4-^RV7i^) -6, 7 - S?fc Kn - 5 H-isf P 

10 [d] t"r/n [i, 5 -a] try 



T L C : R f 0.61 (^f"^ : |M^A-= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) D 

HlfeM 2 (2 9 8) 

20 8- (n-t^vv-n-v'^ p^p tvi^ fwr 5 /) -2-^^-3- 
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(2- ; !'Pn-4-^^7x^) -5, 7-i?tKn-7n [3, 4 
-d] k n 7y'P [1, 5 -a] fU^^-jfiBftift 



T L C : R f 0.40 (^l^ : |M^/^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1.70 (quint, J = 7.2Hz, 2H), 1.39 (sixt, J= 7.2Hz, 2H), 1.10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) D 

io mmm 2 (299) 

8- (N-T^/P-N-v'^PT'a Wf;l/75y) -2-^fvV-3- 
(2-^^-4-^ -5, 7-i?fcKP-7n [3, 4 

-d] t°yy*n [1, 5 -a] t^v^y-tiS 




OCH3 




OCH3 



15 TLC : R f 0.45 (^rf-V : HS^nfvl^ 2 : 1) 
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NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2.1Hz, 1H), 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (ra, 2H) D 



WJ2 (3 0 0) 

7P [3, 4-d] [1, 5-a] t°P 



T L C : R f 0.48 (^f-y : @W^cfVk= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s, 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
1 5 (s, 3H), 2. 1 9 (s, 3H), 1 .64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) 0 

mmm2 pop 

8- (N-yo^/V-N- (5 -^/l/ft7ii/- 2 — ^f;V7 5 
-2-^/V-3- (2-j*?vV-4-;* h=3rv-7^^/V) -5, 7- 



5 



10 
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i?tKc-7P [3, 4-d] t°yy*n [1, 5 -a] t°U v^: 




och 3 



T L C : R f 0.47 (^f-^ : g^S&x^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz,3H) 0 

M 2 (3 0 2) 

8- / ) -2-^^-3- (2-^ni3-4-^h^ 

^^^7x^) -6, 7-^tKn-5H-^n^ [d] fc° 

[1, 5-a] $v^-mm 
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T L C : R f 0.56 {^-fy : ^m.^=f^= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 8.21 (d, J = 1.5Hz, 1H), 8.08 (dd, J= 1.5, 7.8Hz, 1H), 
7.56 (d, J - 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7 5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) 0 

mMM2 (3 0 3) 

8- (N-:7°n fcVV-N- (2-7^071^) ^f/V7^/) -2- 
10 ff-JV-Z- (2-^na-4-rh^7i^) -6, 

5H-^d^ [d] tyy'n [1, 5 -a] t 0 ]J$v^-JIM: 




OCH 3 
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T L C : R f 0.52 (^f-^ : g^gfe^^/V= 2:1) ; 
NMR(300MHz 3 CDC1 3 ) : 8 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), 
1.75 (m,2H), 0.94(m,3H) o 



»M 2 (3 0 4) 

8- (N-7°ntW-N- (2-7/^n7i^) ^f^T^y) - 2 - 
^^-3- (2-^D-4-^^7^) -5, 7-ytKP- 

yn [3, 4-d] t°7/p [i, 5 -a] t° y * i>y ■ mmm. 



T L C : R f 0.45 (^f->- : @^^fvV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.48 - 7.33 (m, 2H), 7. 13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) D 

15 

MM2 (3 0 5) 

8- (N-y°n tVl^-N- (2-7/^n7i-/v) =f-)VT % J ) -2- 
7*^-3- (2-^^-4-^ b^v^cc^/V) -5, 7-v?tKn~ 



5 




10 



OCH 3 
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yn [3, 4-d] t'7^n [l, 5- a] t° ]} * i?y ■ MBM. 



T L C : R f 0.55 (^f- V : gM^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
6.96 (m, 3H) ; 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) D 

II»J2 (3 0 6) 

8- (N-7°o t°/l^— N— (5-^^-/^^7^^-2-^/V) p^/l'T^ 
/) -2-^^-3- (2-^nn-4-^^7i^) -6, 7- 
^tFn-5H-^n^ [d] t°7 N /n [l, 5-a] fc'iUv 5 ^ 
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OCH 3 



T L C : R f 0.57 : $&x^vv= 2:1) ; 

NMR (300MHz, CDC1 3 ) : <5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J= 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J= 7.5Hz, 3H) 0 

Iij2 (3 0 7) 

8- (N-7°a^-N- (^7^^-3— ^^7 5 7) -2- 
10 ^5^-3- (2-^np-4-^^^7x-;l/) -6, 
5H-^d^ [d] t°r/n [1, 5- a] trys^y 




OCH 3 
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T L C : R f 0.53 (^-fy : gflgrtfv^ 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) 0 

mmm 2 ( 3 0 s ) 

8- (N-3^Vk-N-:/P \f/VT % J) -2-^^-3- (2-^nn 
-4-/ Y^yy^jV) -6, 7-^tFP-5H-^P^ [d] 
10 kyy'n [1, 5 -a] t"ll 



TLC:Rf 0.58 (^Vy : g»^fvk= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H) 5 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) 0 

mMM2 (3 0 9) 

8- (N-^LfW-N-^n tW7U) - 2 3 - (2-/9-^ 
20 -4-t Y^r-yy^^M -5, 7-v J tKn-7n [3, 4-d] 
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p [i, 5- a] try 5 *?y 



O 




T L C : R f 0.55 (^-fls : 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7, 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) D 

mmm2 o 1 o) 

10 8- (N-xf/v-N-yplf/l'7 5;) -2-^^-3- 

-4-^ -5, 7-i?tKo-7P [3, 4-d] t°yy* 

D [1, 5 -a] tl^v^y 



T L C : R f 0.51 (—=3r^y : ffigt^/U= 2:1); 
15 NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
283 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93(t,J = 7.2Hz, 3H) 0 

5 UWn (3 1 1) 

8- -2-^5vv-3- (2-^na-4-A/^ 

-6, 7-^tFn-5H-^n^y^ [d] t°7 N /p 

[i, 5 -a] try ^v?y 




10 TLC : Rf 0.53 (tft^f^y : /V= 1 0 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s 7 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H) 0 

15 

mtfoM 2 (312) 

8- (3—<^^T$ ,/) -2-* =f)V- 3 - (2-^PD-4- (N- 
^/tofr/W^^/l') -6, 7-i?tKP-5H-^P^ 

[d] h'y^u [1, 5-a] lf!J>^y 
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H 



T L C : R f 0.55 (Mfc* f- W : fftfc^;V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.89 (d, J= 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J = 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J= 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82- 1.55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

mm (3 1 3) 

8- O-^W?/) -2-^^-3- (2-^PP-4- (N, 
10 N-vMfvl^/WVE-^/U) y^~;V) -6, 7-^tFn-5H-^n 

^>-^ [ d ] [i, 5 -a] v^y 
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T L C : R f 0.65 {Wfct^W : |^3zfvV= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.56 (d, J = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz, 6H) 0 

WJ2 (3 14) 

8- (3-^^/PT 5 J) (2, 4- 

^h^v^y^^) -5, 7-^tKP-7P [3, 4-d] fy/P [1, 
10 5-a] t°!) 



T L C : R f 0.29 (^rf-y : ;U= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
15 (m, 4H), 1.03 (t, J = 7.2Hz, 6H) 0 

mmm2 (3 1 5) 

8- (N-^vV-N- (4-7/^P7i^) ^f-JPT^ /) - 2 -p* 
f-/^-3- (2- ^^-4-^ Y^S7^~/V) -5, 7-^tKP-7 




OCH 3 
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n [3, 4-d] [i, 5-a] tfJJSS* 



F 




OCH 3 



T L C : R f 0.49 : ffl&x.?-jV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) Q 

mm (3 16) 

10 8- (N-^5vV-N- (4 - 7MP7i^) - 2 

(2-^0-4-^^71^) -6, Kn-5 
H— S^ct'O'* [d] tyy'n [1, 5-a] tfy'S^ 
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F 




OCH 3 



T L C : R f 0.42 (^^V : %m^?-/U= 2:1); 
NMR (300MHz 5 CDC1 3 ) : S 7.32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16 - 1.98 (m, 2H), 1.18 (t, J = 7.2Hz, 3H) 0 

(3 1 7) 

8- (N-^^V-N- (4-7^tn7x^) 7^f-A'T^J) - 2 
10 f-)V- 3 - (2-7PP-4-^^/7i^) -5, Fa-7 
P [3, 4-d] t°7/n [1, 5-a] tHv?y 
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F 




TLC ; R f 0.46 : mSt^T^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) C 

mm (3 1 8) 

8- (3-^yW5 7) -2-^^-3- (2-^BP-4, 6~v> 
10 ^ Y**S7^~7V) -6, 7-^tFn-5H-^P^ [d] M^V 
n [1, 5 -a] t°y 




OCH 3 



289 



WO 02/053565 



PCT/JP01/11581 



T L C : R f 0.26 (^-fy : tffl&^;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.67 (d, J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), 1.01 (t, 
5 J = 7.2Hz,3H) 0 

mWM2 (3 19) 

8- (3-^yf-;>7?/) -2-^^71^-3- (2-^nn-4, 6-v> 
/ h^r^y^^M -5, 7-v?tKn-7P [3, 4-d] t°7Vu [1, 
10 5 -a] t°U 



T L C : R f 0.22 (^f-^ : M^fvI/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) D 

»M 2 (3 2 0) 

8- (3-^y^vKT^/) -2-*?-fU-3- (2-^P-4-7;/ 




OCH 3 
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7s^) -6, 7-^tFP-5H-^n^ [d],t°7yp [1, 

5 -a] try *p>> 



T L C : R f 0.22 (^f-^ : m&^*= 1:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J= 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(tj = 7.5Hz, 6H) 0 

io mm (3 2i) 

8- (4-^f^7^/) -2-^/V-3- (2-^/^-4-^ h3f 
^7^-/1^) -5, Kp-7p [3, 4-d] h°y-/u [1, 5~ 

a] t°y 
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OCH 3 



T L C : R f 0.48 : f^^f-/V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : S 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
5 3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 - 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 
6H) C 

mmm (322) 

8- -2-/f-/V-3- (2-^D-4-/f^ 

10 75/7x^) -6, 7-v?tKn-5H-^n^ [d] t°yy*n 
[1, 5 -a] try ^v 5 ^ 




T L C : R f 0.45 (^f-^ : gf^f-/V= 1:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H), 1.80 - 1.50 
(m,4H), 1.01 (t, J = 7.2Hz,6H) 0 



HM2 (3 2 3) 

8- -2-^^-3- (2-*/>^/k-4-^ h 

^v^^/V) -6, Kp-5H-^o^ [d] fcT^^n [1, 

5-a] try 5^ 



TLC:Rf 0.26 (^-fy : @^te^/V= 3:1); 
NMR(300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) Q 

mmm2 (324) 

8- -2-^^-3- (2-^77-4-^ 

l/y^-;v) -6, 7-i?tKn-5H-^B^ [d] t°yy*u [1, 



5 



10 
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5 - a ] tr v ^ V 



HN 




OCH 3 



T L C : R f 0.54 ^f-^ : «^^= 1:1) ; 
NMR (300MHz, CDCI 3 ) : 8 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 (dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 180 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

mm (3 2 5) 

10 8- (s-^y^/ur^/) (2-^^-4-^ 

V7s=/>) -6, 7-^tKn-5H-^n^ [d] t'7/n [1, 
5 -a] t 0 U 
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T L C : R f 0.30 (^^y : fflfcn.?-A,= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (ra) and 3.83 (s) total 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2. 13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (to, 4H), 1. 10 - 0.98 (m, 9H) 0 

mmm 2 026) 

8- {A-^y'^/VT^ y) -3- (2-^on-4-^ K^^7x=;v) 
-6, 7-^tKn-5H-^P^ [d] t°7/n [1, 5-a] t° 

10 y 5 i>y ■ »it 



T L C : R f 0.51 {^^V : ffl&x.?-;v= 3:1) ; 
NMR(300MHz, CDC1 3 ) : S 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 (t, J = 7.5Hz, 6H) 0 

mmM2 (3 2 7) 

8- (N, N-v^n if/UT^y) -3- (2-^nn-4-n^7a 
=A0 -6, 7-i?th*n-5H-^B^ [d] t'7^/P [1, 5- 




och 3 
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a] t°y 




XI 



T L C : R f 0.54 (^rf-^ : gH£;cfyv= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) 0 

j»i2 (3 2 8) 

8- (N, N-v^nfcVl^T 5/) -3- ( 2 n n - 4 - p< h 
10 ^/V) -5, 7-^tKa-7P [3, 4-d] t"7/o [1, 5 -a] fe° 

y 



TLC : R f 0.58 : H=gfcx^= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
296 
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3.57 (t, J = 7.5Hz, 4H), 1.72 - 1.46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) 0 

mmm2 (329) 

8- (N-v'^n^a Wf^-N-ypt>7 5 7) -3- (2-?n 
5 p-4-^1>^7i^) -5, 7-i?tKP-7P [3, 4-d] t°7 

y'p [i, 5- a] try * i^y 



T L C : R f 0.60 (^f-^ : g^rc^/u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1M), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) 0 

mmm2 o 3 0) 

15 8- (N-^y^-N-V? B^n 5 ;) -3- 

p-4->1*^7s^) -5, 7-^tKo-7P [3, 4-d] t°7 

yp ci, 5- a] tf y 
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T L C : R f 0.52 (^-fy : ffi&t^;u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16- 0.04 (m, 2H) 0 

mm (3 3 1) 

8- (N-^n/PtVMf^-N- (4-^Wi=;v) 

7) -3- (2-^nn-4-^ f^^7i=^) -5, 7-S?tKn-7 

P [3, 4-d] t"7y'P [1, 5- a] t o y^v?y 



298 



